«"! E/2I — . _ 

MITSUBISHI CHEMINDKKfNNSH I MITU 12.n. to 

™* 5 f -™™X> ll^ii A6,^ 7/0 7- 5 ^ 

v 7 ?.' J (AT BE CH DE CB IT LI NL SE1 



3 z 



Glutamic d „ ivfl . of formula {J) ftnd thc(r imit> a ^ Q ^ 
HOOC-CH-fCH^^CONH^l^ 



.X-COOZ 



Z " H or 1^4C *lkyl) T 
tfSES 



and 



ia 50 ml DMF waa added * n d the mijct ati™rt i7 : 

with ic c coolint then fa* R k„ a ? 1 "irred io* 30 mum., 



PRE PAR AT IdN Y ' 
Method? used incLudcr 

(i) reaction w ((lutimic afld, having the a-COOHaid - 

(II): *. B W£?d^. "r™^* P«*«t«I. with 
EXAMPLE 

m E?-S22qfc 



Ml 13 E/Z2 ™ BOS " ^TBK-rs-r 

BAYER AG Wfg.13-ll.80i 



D/S: E(AT BE CH DE JfR CB IT LI LU NL SE) 



£1 



R* N* ^ 
R 3 



I I 



0) 



mono-, di- or trimibitd. by phenyl, alky), alkenvl alk* 



.flF--5.333fi_ 



Bf6-n, /-pj, 12-C.Q, 13-6), Ta.Fl, 1^F5. 12-F7 1~g" 



33 



*™o alkoay, alkyl, CFj „ w^)! e° n ' 

R 3 and Rj' art H, opt. aubstd. aryl or Afalkvl or ^ B u 
-M. alkyl th. ch*i, D f which M4 / b . i^^Ved'b^i o^" 

X is a bridging gp. with ^ i C H 2 and > 9 adfaclnt CH. 
the b^dg^g gp . ai BO „ ntg . (i „ * orii) US SS*' 
membcrfl »elccc*d from O, S so V> rt . 

c(Rj=c (R ,); c-c. cH-cg SiS; SLStifi*- 



cvcloalkyicne, cycloalkcnylene, piperaeiavli-n "» 



aj 15 alk V^ or aralkvl; and 



OH, NHj , allcK^r ^CNT 11 ^^ 01 ^" 0 - 
SO-alkyl w S^ifc™) ' Bul P l "' n ?mfd0. S-alkyl, 

ass 

V«t"! ™^iti . *„a"i" reb , ra ' a 5 ents 

action. Y Partic. prolonged duration of 

PREpARATIOM 
_ — - 



-H z O 



(ID (in). ae,i y ,araCih B a fiMtH * Sl „ g equlv , amtfl ^ of 
-4^(3-nitro»h« nv n i / i-i j d,meeh y 1 -5-etno)(ycarboiiyl- 



E-e. 



R 



(in) 
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D/S: E(B£ CH DE F* CB IT U LU NLS£) " 



Fh-CX 




fR ia Hor 1-6C alkyl; 
to ia 0 or 1: 
n is 0 or 1; 

N=B is 1 -pipetidinyl, *-lttOrpholinyl, NH, di-fl Arl.ii, i 



USES 

~7lT a re oronchodilatora. anti» 5 th mat ic B . antiUlerc'cs 
a„ t ( ch oll^rg, cs and P ro, t agl aodi „ .y.rfceu.. iSo™! 
SPECIFY T T, Y Cf.ATMF-n ! 

PREPARATION y P T 

Methods used include; 



(t) 
PhCO 



_ acid 



acceptor f r - mifll .CX is CO) 



Ta ia toluoncp.flulpho^j 
Hal 




(I: ui ie i F CX i* Co) 
redq. of « cotrcep, Hctont, 



- with % 
Whtn CX is 



CHR-CO- bridge, w lC h LiAlU^ g iv* fl tht prod 
CO, lt nay bt p rot *ctcd by katalisatio* oCc . 
EXAMPL E 

™i 0il7B . a " (3 "^ CnZ ^ lphB ^ 1 > pt °^«^ acid in 25 ml b*n- 
Tha miact i *a B avapd. and tht * eff |d v »i oil in zs mi ™ n 

NaCl, filtered and cvapj, to give l-(fl-(3-henBoylph*nyI)- 



Silwfe? 50T<? US38164H PI11549I42 
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